tq ^ ® # ^ 

JAPAN PATENT OFFICE 



PCT/JP62/02714 



19.04.02 



%mmi* omnium® $ nx v> 5 ^^tibo tuiM^t £ *it 

This is to certify that the annexed is a true copy of the following application as filed 
with this Office 



m m *f n u 

Date of Application: 

fcfcj £j§ ^ 
Application Number: 

[ ST.10/C ]: 



2001# 5 J? 3 0 B 

#12 001-163477 
[JP2 00 1-1 6 3 4 7 7] 




m m 

Applicants): 



A 



PRIORITY 



2 0 0 2^ 5^270 



ft /t ^ W 
Commissioner, 
Japan Patent Office 




ffifS#-*§- 2002-3038678 



#2001 — 16347 7, 



IBM 



233-01025 
^13^ 5J!30H 

C07F 15/04 

*«Jfco<tfrff*l-l-l aSt^fjgj^A^^ 
iM^Sfo < fcitlz > # - ft 

mm km 

fiio < «?wt l-i-i m&nmmAmmnm 
MfMo < « -fe > # - & 

ti!io<mi-i-i m&ftj&mAmm&ffi 
mm 

301021533 

0298-61-3280 

ftiM* 1 
1 



1 



mi£# 2002-3038678 



#2001—163477 



mm<t>&m 

-®5£ (I) 

lit i ] (I) 




[f^(2] (III) 
[ft 2] (III) 



(5£#, Mtt4o©iI, £k£2o©@B&^$:^»; pS^^M&^iU R& 




fHIE4# 2002-3038678 



#2 001 — 163477 



[ff#si3] -m*. (iv) 



[-ft 3 ] 



.^To ) 

[«*«4] -j&5£ (in) 

[-ft 4] (in) 



(55*. ,Mti4o®Ii, 3&IC2o©Kfl^&ttgdSj»&Jllfe3fcU Rtt 

•e*a*i*ft^%i:-«55 (iv) 

[-ft 5] . (IV) 



i5 (I) 





ffiH#2 002-3038678 




V 2X " 

M»3&£5] (II) 



ffifE# 2002-3038678 




-«5S (I) 



4 



ffi IE# 2002-3038678 




T-mzfrz*; >r-<fcy, an 



ffiSE# 2002-3038678 




[0 0 0 1] 
[0 0 0 2] 

6 ffi§E# 2002-3038678 



#2 001 — 16347 7, 



###3*l$.J:3fc:J&oTt*;fe [ Ti?->fai>^ (Science) j , i2 7 8f, $ 
16 0 1 1 9 9 7^] „ 

tflTV^ [ fyytfJ^y^f • ~ (Angewante Chemie International Edition 
of English) j f{£3 93§, f 1 4 5 (2 0 0 0#) ] . 

jmfttt L n # ^-9- > r± BflST* 

ottfe (#®2 000-71252) . iCD^IBPTf*), *©4#«»J5fc*3B&3ftI 
mVfcfr^m^<DJ&mizm-tZ>m$Ztft*tlT\t^Z> [ r-9->fx>;* (Science) 
J . jg2 8 5#, H391 1 9 9 9^] „ 



7 



ffi|£4#2 002-3038678 



#2 001-163477 



[0 0 0 3] 

Mmcr*ib©$g3i#&&ii&t-§:i£T?&So £©3Ky-7-&. dHMBtttfm 

[0 0 0 4] 

tt«f»4*tt«:«ffl LT W^ftf * *©t&5k 
€>„ X> ::©«©^m*£©#&fc#f sr^ftlMf STKy v-SMtsri: 

[0 0 0 5] 

^»;^03j<yv-S:W^|-rsfe«){c, «*«Bfe&fifefc|g*, J^T©-^ (II 
I) Tf*SnSft^fC3»BLfe. 
[ft 10] (III) 




8 



ffl§E# 2002-3038678 




4#2 001 — 163477 



4-?^?y - 8 -X-^;V> frol 0&£2 0&OD* V&fCgg|^R$:;f 

, if^^b^^oi-^^i/^w y>fflft^#n?fcy, ;i©ft-&%^ ( 

IV) 

[ft l 1 3 (iv) 

m~?o ) T**3*i*ft-&<»&, SiS"s**d4:K:J:y#&ti*, — jr* (I) T? 

[ft 123 (I) 




BII&^ft*^tJP^#^ft*m^e>3SlitiS^ft7K^3SS:^bT. ^M^SB 
tt^ftaBRK-^fcsWKi^f'r^ifife^lU QttflBl»««ft**, &lf3r*ife§fc 
ft**^&3Htf*i*ftft***&*b. RMmWft^R. &tre*«l*ft# 

T^SnsMWCTV^-^AS^ tufBft-a-Wtf)^^-/- 24-^7 

9 W2 0 0 2-303 8 6 7 8 




2001—163477 



[0 0 0 6] 

( 1 ) &>T(D-Mi% (I) 

[fl:i3] (i) 




m^m. ttx^K-m^ an 



ffigE#2 002-3038678 




omm^m^o ) 

[0 0 0 7] 



ffilE# 2002-3038678 



#2001-16347 7, 



CflJl 5] 



(I) 




fc>£U Q<D£*>*>mt. &iri?s<y\r- 24-^5^>-8 -ai-^-jno) 

[0 0 0 8] 



ffi^#2 002-3038678 




2 001—163477 



$ y £ y &m&(D&^&mm& j &<DT$ ymx&z* r $ ymco^mic 

if y s?/k if y 7x-A7^>> -f ^ #VU ;k ^ y y ;w if y 

^*>vk t?ny*?;K -f>Fy;i/> -f > Ky— /i/is-efc*. z-nbomt^-tti 
=bM^&-^tft><D*e^>&„ tg&tf, if y vjimiz&^xi*. 2-trys?^ 3 
-try 4 -if y *?;i/fc£*©^®v^;n%Mv^r£#*e££ 0 >f^#vy 
i->f ^#Vu/k 2— fs*vy*, 4->r^*vy 

v> -T lx M v> S 3. i: &X % 5 o 

i~8©%(D*efey. ^fi^icte, yntfi/>, >fy^n 

y\=^-fe>, n-/\y^>> -Yy^yrx n-^-^^>. >r y^-^^>S"e$> 
#^^b^fc^^7x— ii, -yui—vy^ s<y ^/w 'Osfy mj/k ^s/ 

y/K If 7X^/1/, tf7i-VX t7^l/-^ y> 

h ^iz-}vmx& y , rn&<o*#»«fl;**ttlill»»i«fl:**ic* y«SI§ti 

& y, ^fltfiSCB:, y^;K x^;k zfurt—fr. -iv-furt-fr^ n-^jb 

tert-/<^, 2/*n^v>^;K n -'S^riWK S/* n^^r^/I/, n — 'N 

tert-^fM n i t 

#^K-ffc*sR"e» »; , 7x-^ 7x-i/>, s<ypfl/. sty Wry. hv/u 



£i}IE4#2 002-3038678 



#2001—163477 



mip, Q©^^^r«^^>^-2 4-^^^>-8-x-^;i/ 

*arc&y. ^mi~8©=fecDT«>y, ^#:^{c«. x^;k ^n/t 

— ;k -fy^n;t-^ >fy^, tert-^, n -:/#— ;i/ 

s tert-^-M n-'O^K i -^>^/K tert 

-fen;K 3, 5-J?-tert^fM^>, 3, 5 h *r*y<yVfl/. 
3, 5-s?-#y dTx^i/>^y a-;wOS?/i/|ST?&s. rti&oSfcfcv^ 

i-sci^aiifcMS-e&y. Mmr/i^nsm a%mm.6~2o) ***r/i/* 

/H©tiLfcxXf;K 3f>U 7;t/3f;i/X~^;i/^ tert -^/bifcTfWJI 
/K 3, S-^T^n^f^^if^Miil/V^ 



1 4 



ffiH# 2002-3038678 



#2 001-163477 



[0 0 0 9] 

tib-^ (v) T-mzn&tfK? 4 v ymmfc 

[ft 16] (V) 



vi) S?bfn-/i/*#>it^# (V) »««©#ftTK:* BMtsaratfc-r 




(5£#©RfcmiB£|l?«iifc£#|o 0 ) 

^$lx§^fcTn-;v^^>^# (v) ic 
TB-jR* (VI) 
[ft 17] (VI) 




1 5 



HJH# 2002-3038678 




#2001-1 6 3 4 7 7i 



[ft 18] (VII) 






s^^ciu, Tia— m (in) 

[ft 19] (III) 




^j^iiftoii^iift (in) fesst-rs^a^ffi^s. zofcmmm 

£^T$»£#&£irr. o~4 or<&^#Tic£jS£-&s= 

[0 0 10] 

#UC, 2mT> i E-^AmcDSI5^^ TIB-jKS (VIII) 
[ft2 0] (VIII) 



•eaaftST^fkFWIfl: (VIII) 
(IX) 



miE#2 0 0 2-3038678 



#2001—16347 7 



[flS2 1] (IX) 



x*mtsfrzimT$ymmft ox) t§2fftp- (Mitts, b;px>^> x*Mt 

[ft2 2] (X) 



[ft2 3] (IV) 



T^$tl^2mr> I E~^A^S:igit-r5ri:^m5feS. 
[0 0 11] 

mmwkmz&>)n*>n&Tm-m# t an) 

[ft 2 4] (III) 



(^cpCDR^MtitlrlBil^D^&^o ) 

^ ij >^#<Dji#&J§^# (HI) ttflB^#T#e>tl^TIB-^ (IV) 
[ft2 5] (IV) 







1 7 



ffiSE# 2002-3038678 




2 001—163477 



o mmfc&yn&m^&m&te.* cud : av) =1 : 2©ti^-e. M^iorj 

[ft 2 6] (I) 




rtiiilf^tc-^ (II) 



&SE# 2002-3038678 




p 



[0 0 12] 



£BfE# 2002-3038678 




#2 001 — 163477 



[0 0 13] 

mum 

[0 0 14] 

IfcifcWl 

T^rJ^iWrRCfeV^ 5-7ac~;i/^tfn^^>0. 5 0 0g, (2. 
2 5^1;^;!/) £6, 7, 9, 10, 12, 13, 20, 21, 23, 24, 2 
6, 2 7, -KfjJjtKD^y/ [b, n], [1, 4, 7, 10, 13, 1 
6, 19, 2 2] ^-^^^^ifi/^n5 i h^3S/>-2->r;VT^t:Kl. 6 
lg, (3. 3 7^U*e;i/) 5:^nn^M3 0 0ml(CiiU 

0. 12 5ml, (0. 9 8 6^)J^) tsV >P*m^TM7L. 

lmm^uvmwh-^^ 2, 3-^nn-5, 6?^s/ry- P -^>y^ 

/>o. 393g, (l. 1 4*V^;v) ZMZ.immmUT*M&V& 0 KJ&M 
[ft 2 8] (XI) 






7K;b7-r U>R»# (XI) 2 3 6mg (16%) 
K*^*f« (i:bTC 80 H g2 N 4 0 16 ) 



2 0 



2002-3038678 



• 



#2 001-163477 



ffttftjg : 1 3 5 5 

: 1 3 5 7 (M + 2 H) 
[0 0 15] 

mmm2 

##MlT*#e>tlfe3^;i'7>f V >mm>fa (XI) 7 5mg (0. 0555!)^ 

) £5 OmicD^nn^^Aic^Ufeo ^nn^Mflt^btS^ ;* 
^;-Mmii:iftfeiil3;^M9mg (o. 0 7 6^y ; e;i/) 

o<yin^.Tv>ofco lttmaoKbfcfe Sfi^-eflafru t^gs***-*- 

[ft 2 9] (XII) 



T*^Stl«5Jjf;i/7>f V ymmfa (XII) 3 7mg (4 7%) 

(i:bTC 80 H 80 CoN 4 0 16 ) 
tf-JMI : 1 4 1 2 
mfflte : 1 4 3 5 (M + Na) 
[0 0 16] 

4 -#/l/$/l/gcJ&#gb**/I/g 1. lg (6. 4^^^^) 4-tert 
-7fM>W^> 1 . Og (6. 4 ^ U ^JV) Si|fl;^fl/>10 0ml 
M)xW5>l Oml fcj(IS*it»7y*J/'!rA2. S2g (105U 




ffi|E# 2002-3038678 



#2 001 — 163477 



[flS3 0] (XIII) 

T*aft6x^f^»l# (XIII) 1. 6g (7 8%) &#feo 
l£*#*T« (C 20 H 23 N0 2 i:LT) 
fff-JMf : 3 0 9 
£«fft : 3 0 9 
[0 0 17] 

mMWz-enbftfc^xmmmft am) i. 5g (4. 8$y^) 

»***5 0 ml fciDjt»3KfeW*bfcfftK:. CltUC 8M*«ftt h U ^AtK^ 
II OOmlSrMS. Zl # n n^;i/A 1 0 0 m 1 -£3ftffiU 

[ft3 1] (XIV) 



tfjftift : 3 1 1 
Mi : 3 1 1 
[0 0 1 8] 

mmmi-embftt^xT'jmmmik am 1. z s cs. g^y^) % 

#nn*;i/A5 Oml JC?§8?U y-tert-^^*^-fo. 8 5. 
g (3. 9 3. U ^71/) ^S^^/VT^ J tf US^>5mg (0. ^JV) £j&D 




^XSftSaiX^/UMtilttt (XIV) 1. 4g (9 0%) £#fc 0 
ft*#*Tffi (C 20 H 25 N0 2 i:LT) 



ffll£#2 002-3038678 



• 



«f#2 001 — 163477 



[ft3 2] 



MeO 




rO 



■A 



^s?isxxf;i/ii# (xv) 1. 5g (9 3%) £#fc„ 

(c 25 H 33 No 4 i:bT) 
timm. : 4 1 1 

H$HiS : 4 1 1 
[0 0 19] 

naiflrsTWbnfc^x^^iw** at) i. 2g (2. g^u**)** 

Ht;3 3] (XVI) 



T-mnnzPtifi'tfywinmib (xvd 1. o g 00%) 

MBMfr* (c 24 H 31 N0 4 i:bT) 

ff||L# : 3 9 7 
ftfffll : 3 9 7 
[0 0 2 0] 

mrnwe jitf>mwmw uvd 1. og (2. s^y^/io * 

v 4-7^;eU^>2 7 0mg (2. 8 ^ U ^^) K5 




2 3 



2002-3038678 



9 



#2 001 — 163477 



0mlKl»j»U -triC3 - fc Kn*5/-4 -;*-*V - 3, 

2, 3-^>vfb»J7i?>49 0mg (3. 0 ^ U & #n 3. fc, 2 

ortc?fr*|iU iffboo, n-x^/1/-n '-3 -$?*3\n/TS SzfuVjiii 

;i/d?i?>f^K0. 55ml (3. O^U^/l/) &At!;L£ 0 jKJ&m^&^MT? 6 
[ft 3 4] (XVII) 



^S^T^K^ft (XVII) 1. Og (84%) 
KSdfrflH® (Cgg^^t bT) 
ff#ffi:473 
mWW. : 4 7 3 
[0 0 2 1] 

^j6«7T?#e>*ifcT5 KSMB## (mi) i. og (2. i^y*e/io ic, 
hy 7^nitii omi %in^S-ei^M#bfc. hvyfr*awm*& 

Hb3 5] (XVIII) 





cf 3 co 2 " 



r^stistru^>n/S&#^2mr^^il^ (xvni) 9 8 0mg (95%) 

f£S##Hfi (C 26 H 27 F 3 N 3 03^bT) 
tHHfi : 4 8 6 
MM®. : 4 8 6 



2 4 



ffl®E*f# 2002-3038678 



■2 001 — 163477 



[0 0 2 2] 
9 

^mW2T-#e>*ifc3JOi/:7-f v>mm& (xn) 5mg (3. s^n^;]/) 

^J6«8T?#6>nfetrU^I6&f*o2«T^>»*<* (XVIII) 4. 4mg 

(7. o^tf^;!/) fc^nnjft^wMcl^t* §rtt, 

[>fb3 6] (XX) 






2CF 3 C02- 



•ets^^;?- (xx) ^^-rsiiM^ic 



£ffi#2 002-3038 6 7 8 




M&ftffiW. / v-a-y b &c 132 H 136 CoF 5 N 6 0 22 i: IT) 

ff-#H : 2 3 8 7 

£8Mft: 238 7. 477 4. 716 1. 954 8. 11935 
[0 0 2 3] 

s £ £ # -e ^ s *e y ssarr s r £ . 



ffiH^ 2002-3038678 



#2 001 — 163477 



ffi|£4# 2002-3038678 



■2 001 — 163477 



era*] 
mm} 

UH^S] *IWMMKEfMi fc*****MUi tc J: U * U ▼ - * * & 31 * # 
Mti] (i) 




1 «±©«0RS:**r. ) 



ffi|E# 2002-3038678 



001 — 163477 



ffi m a m m m m 



^g(J#^- [3 0 1 02 1 5 3 3) 

1 . MM^M H 2 00 1^ AM 2H 

mmmm mm&m 



1 



ffiSE# 2002-3038678 



